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2 --f ;v] -m^ ; 

3- [ (E) -5- (2- (5-t-y^;^-:^^-^^-v-;w-2-'f JV) -e 
^jv) -f-7V-JW-2 — f;i'] - 1 -p^f-jw- 1 -7j^-;p-m^ ; 

1- (2 Kn^->-e'J 5i^>-4->f JW) -3 - [ (E) -5- 

(2- (5 - t 2 --f ;v) -if^;u) -f-rv-^i^- 
2-^)1^] -mM: 

1- [ (E) - 5- (2 - i5-t-y^)V-:^^-^y'-)V-2-^)i') -If 
=-)l^) -f-ry-jv- 2 ->f - 3- (2 .3 -vH Kn-7^;WT-:^>- 1 . 
4-v;i->-6--f ;w) -mM ; 

1- [ (1S.2S) - 2- H Kn:^->v'^'0^ + >';P] - 3- [ (E) - 5 

- (2- (5 - t -yf-jw-^j-^-y-y-^v- 2->r;v) -e^jv) -f-rv-jv 

(1R.2S) -2- 13- [ (E) -5- (2- ( 5 - t - r^JV- :t 
V-;w-2--f;v) -if:=.;v) -f-7 2 --f -^U"f K| -'>^n 

(1R.2S) -2- 13- [ (E) -5- (2- ( 5 - t -yf•;^-:^#•^^ 

V-;i/-2 — r;v) -f-7V-;v-2 — r;w] -'^w^fKl n 

1- [ (E) -5- (2- (5 - t 2->f ;v) -2 
-7;i';^n- tf:::;!/) -f-T"/-;w- 2 -'f *;vA^^;w-tr^'J v>-4 

1- (2 .6 -v7;V:tD7i^;P) -3- [ (E) -5- (2- (5-t- 
■/f-;v-;^+-9-V-;v-2--f jv) - 2-7;v:t-n-e^;v) -f-TV-;w-2 

2 - e^'j v;^-4 --f ;v-N- [ (E) -5 - (2- (5 - t -7'f■;^-:^- 
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1- (4 -->7y 7 J^^JW) -3- [ (E) -5- (2- (5- t 

1- (2-:J'nn-e'; v^-S-'f ;v) -3- [ (E) -5- (2- (5- 

MM ; 

[5- (2- (5 - t -y"^;v-ir#-ij-v-;v-2 ->f ;v) -j^f-^w) --^r 

N- [5- ( (S) -2- (5 - t -:^f-;i--:t^-^fy-;w- 2 --f JV) 
^nyDt'jv) -f-TV-;v-2 — f;v] -r-b^'^K; 
N- [5- (2- (5- t-'/f-;i'-:^-^"^^V-;w-2--f;i/) -2-1: Kn 

[ (E) -5 - (2- (5 - t -7*f-;v-^^-9-V-;v- 2-^ jw) -tr-;i/ 
) -f-7V-;v-2 -ey 3 ->f ;vp<f-;v-75 >' J 

1- (2 .6 -i^7;V:^-n7x-;v) -3 - [ (E) -5 - (2 - (5-t- 

-mm ; 

1- (5-;{;;v:i?^->-e';i^v-2->f JW) -3- [ (E) -5- (2- ( 

] -mt ; 

1- (5 -3?7JWN*^W';v-lf U v>-2 ->f JW) - 3- [ (E) - 5- (2- 
(5-t -7'f-;V-:i-^-9-V'-JV-2->r;v) -eri;v) -^7V^-JP- 2 --f 

N- [5 - ( (R) - 2- (5- t -7'f^JU-;i-^"^t:/-;w-2-^;i') 
^n7'ne;v) -f-7 V- jw- 2 ;w] -7-^:5'^ K: 

N- [ (E) -5- (2- (5 - t -'rf-;P-;i-^'9-V^-;v- 2 ;P) -tT 
-f-7V-;v- 2 ->f ;p] - (3-tKn4r-» -7'ne:t ^75 K ; 

N- [ (E) -5- (2- (5 - t -y^JP-;^-^-^?- 2 --f ^W) -e 
-jv) -f-7y-;w- 2 -'f ;v] - 2- (N-^f-JVtf^U yv- 4 Ji') - 
7-b^'5 K ; 
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N- [ (E) - 5- (2 - i5-t-y^P-t^-^^/'-}V-2-^)V) -e 
-^TV-JV- 2->( )U] -2 - ( (4- (2 -v^x^jPT^y) J^h^ 

N- [ (E) -5- (2- (5--f y7'De;u-;t^-9-V-;P-2-^;v) - 
e-jw) -^7V-;i/-2 — r ;w] - 2-y ji=^)V-7-ti^ < v ; 

1- (3 .S-v^iJ^nn-ey v?>-4-'f ;v) -3- [ (E) -5- (2- 
(5 - t 2 --f ;V') -tr-;i/) -f-TV-;w- 2 ->f 

1- (2 .6 -->'7;w^n7i-;P) -3- [ (E) -5- (2- (5-t- 
Ml 

[ (E) - 5- (2- (5- t -y^;v-^^-9-y-;v- 2->f JU) -e:::.;!/ 

) -^T^/-)v-2-^ )V7< y] -mm; 

2- [ (E) -5- (2- (5-t-yf•;^-:^-^i^V-;^-2--f;^) -e 
-;v) -f-Ty-;v-2 — f;wT5y] -r-fe^^K; 

3- [ (E) - 5- (2- (5 - t -yf-^i^-^^-^fV-;!/- 2 --f ;v) -if 
-f^ry-Ji/- 2--f ;PT^y] -yuA:/- i ; 

(E) -5- (2- (5- t -yf-;i/-:t^-9-V-;w-2->f JV) 

-f-TV-;i'-2 — { (2 .2,2-h';7Jl':t-nxf-jl/) -^^v; 

N- [ (E) -5- (3- (5 - t -:/^;p-:i-^-9-V-;w- 2 --r ;v) 

(3R.4R) -3.4-v^t Kn^->-tfnU v>- 1 -*JV^>Bg [ (E) 
-5- (2- (5- t -•/f-;^-:^-^•^^v-J^-2 — T jw) -f-rV 
2 -75 K : 

1- (4 v>- 1 -3- [ (E) -5- (2- (5- 
t 2 ->f ;u) -ifx;i') -f-ry-jv- 2 -^f ;v] - 

: 

1- (2 .6 -vp<f-;i/e/>?«; v>- 1 ->f - 3- [ (E) -5- (2- 
(5 - t 2 ;P) -lfci;i/) -f-TV-;W- 2 -'f 
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[ (E) -5- (2- (5 - t + 2->f ;W) -e^Jl/ 

[ (E) -5- (2- (5- t -:^^;W-;^-^-9-y-;V-2-^;V) 
) -^7V-;v-2 ->f ;V7^ y] -B^Kp{f-;vx;^r;v ; 

[ (E) -5- (2- (5- t -yf-;w-:^-^-9-:/-;v-2--f JW) -lf::^;v 
) -f-7V~;i'- 2 (->7/ -7^>; 
N- [ (E) -5- (3- (5 - t -■/f^;u-;t + -^fV-Jl— 2 -W" jW -e 
-f-7 2 ->f ;p] -2- (-f ^^V-;w-i-^;v) -7-fe^5 

k: 

N- [(E) - 5- (2- (5 - t -•7'f-;v-;}-^-9-v-;v- 2 --f ;W -e 

N- [ (E) -5- (3- i5-t--:r^)V-t^^^/-)\^-2-^)l^) -If 
-i-T^/-)V- 2-^ -2 - (1 -p{f-;w--f 5^y-;v-4-'f;v 

) -74r^5 K ; 

N- [ (E) -5- (3- (5- t -ri'JV-:^^^^-}^- 2-^ }V) -If 

-f-7y-;v- 2--<;p] -3- [ (>f 5^^V-;v-4--f ;w) ] -2- 
(N'-7^r•^;^75 y ) -•/ne:t>75K: 

N- [ (E) -5- (3- (5- t 2-^ )V) -e 

^^W) -f-7V-Jl/- 2 --f - [3- ( 1 -^f-Jl/-^>X-f 5 
2--<;P) -•/ne:^->7^ K ; 

(S) -N- [ (E) -5- (3- (5- t -:/"f-;w-:t*-iJ-V-;v-2 ->f 
-e^jv) -f-7V-;i'-2 — r;u] -3- [ (i ^ r^/- 

-4 --r;v) ] -2 - (N- t -•/h^'>7-bf-;V7^ -7'ne;a->7 5 K 

(S) -N- [ (E) -5- (3- (5 - t -yf-;W-:=i-4r-9-V'-;V- 2 ->f 

-e-jw) -•^7V-;w-2 — fjw] -3- [ ( 1 -p<f-;i/-^ 5 ^v*-;w 
-4-^;i') ] -2 -Cn- t -yh^->7-fef-;V7 5 y)-7'nkr:^>7 5 K; 
(S) -N- [ (E) -5- (3- (5- t-7'f-;i'-;J-*-9-V-;V-2->f 
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;v) -^7^/-}^- 2-4 }^] -3 - {4 S. iT^/- 4 -4 )V) - 

(S) -N- [ (E) -5- (3- {5- t-yf-)l^-:^^^V'-)V-2-'i 
;w) -tr::i;w) -^7^/-}V- 2-4 }V] -3 - ( 1 - ^ f- ;p- ^ ^ ^ V- 
5--f;p) - 2 -r 5 y-T'n t:>:/T5 K ; 

(S) -N- [ (E) - 5- (3- (5 - t 2 ->r 
)v) -f-7V-;w- 2 --f ;w] -3 - ( 1 -p(f-;i'-'f 5 jv- 

4--f;V) - 2 -7^ y -7'oe:t>T5 K ; 

2 - [ (E) -5- (2- (5 - t -yf-;w-:t+'9-y-;i/- 2 -e 

(E) -5- (2- (5 - t -•/f-JW-;J-4r-if 2 --r ;v) 

-f-7V-;v- 2 --Y^w- (4 -v: Kn^v-T'f-;!.) -7^>; 

(E) -5- (2- (5 - t -7*f-;w-;t^^fV-;V'- 2 ;w) -if-;!^) 
-^^7^-;^- 2 JW] - (3 -p< h4r->yne;v) -75 V ; 

(E) -5- (2- (5- t -^f-JW-;^-^^?-y-;v-2-'f ;v) 
-f-7v*-;v- 2--r jw- (3 -i: Kn:^v- 3-p(f-;v-7*^;v) -75 

(Z) -5- (2- (5 - t -y^;p-:t^'9-V'-;w- 2 — f -lf::i;V) 
-•^7y-;v- 2 (3 -ii Kn^->-'/nti;i/) -75 v; 

N'- [ (E) -5- (2- (5 - t 2 JP) - 
lfr.;i/) -f-xv-;!,- 2 - n ,N-y^ f-;v-/^> ^ 1 , 5 - v7 
5 > ; 

6 - [ (E) -5- (2- {5-t-r^)V-:^^'fV-}V-2-4 - tf 
::^JV) -^7'/-JV- 2--Y;i'7 5 >] -4-7'n;K4r-> [1.3.5] h')7V 
>" - 2 - - Jl/ : 

[ (E) -5- (2- (5 - t 2--f ;W -e-ji/ 
) -f^7V-;i'- 2 ->f ;v] -*;wt5 vffi t -:^f-;i^xj^r;v ; 

(E) -5 - (2- (5 - t 2 --f ;w) -tf::^;i') 
-•?'7V-;v- 2 --f (2 .6 --7^^;v7i-;i') -75>: 

(E) -5- (2- (5 - t -rf-;p-^^Hj-v^-;w- 2 ;v) -if-jw) 
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(E) - 5- (2- {5- t -y^)\^-t^'^V-)V-2-^ )V) 
-f'7'/-)V-2 — TJW- (4 -^'nn7x-;v) -T5>'; 

(E) -5- (2- (5 - t -•7'f-;w-:t^-9-y-;i/- 2 --f ;v) 
-^7V-;p-2 — fju- (tr'Jv;p-3 — f;v) -7 5>'; 

(E) - 5- (2- {5-t-yi-)l^-t^-^^/'-)l^-2-^'}U) 

3 - [ (E) -5 - (2 - i5-t-r^P-t^^'/'-)V-2-^)V) -If 

-f^7V-;^- 2 -'f ;v] - i- ( i -p<^;u-e^y v>'-4 
-^^ ; 

(E) -5 - (2- (5- t -:?'f-;w-:^-^'^fV-;p-2->f;v) 
-f-7V-;w-2-^ji'- (tf7v>-2-'i';v) -7^v; 

(E) -5 - (2- (5- t -:^^;w-4-^-i?-V-;i/-2--f ;v) 
-f-7V'-;w- 2 (f'j -:;;i/-4 -75 >; 

(E) -5- (2- (5- t -:?'f-;v-:J-*'9-V-ji/-2->f ;v) -tr::^;v) 
-f-7V-;w- 2 ->f (3 -75>: 
N- [.(E) -5- (2- (5 - t -yf-;V-:t^-^?-V-JP- 2 ->f ;W) 

-jv) -f-7V-jv- 2 -'f -2 - (2 -j»(f-;vfer'; 3 ;v) -7 

•1:^5 K ; 

N- [ (Z) - 5- (2- (5 - t 2 --r JW) -H* 
-jv) -f-7V-JV- 2->f jw] - 2- (>f 5^V-;p-i--f ;v) -7■fe^7 

N- [ (Z) -5- (2- {5 - t -Zff-)V-yir^-^V-)V- 2-^ JV) -\£ 

-f-7V'-;v- 2 --f -7i^;w7-fe^ 5 K ; 
N- [ (Z) -5- (2- (5-t-r'^;w-:i-^^?-y-;v-2-^;v) -e 

(E) -5- (2- (5 - t 2 — f ;V) -lf:::;W) 

-f-7v*-;w- 2->r ^vy- 2-^ }v) -7^>i 

1- [ (Z) -5- (2- (5-t-"/f-;i'-:^-4r-'?-V-;p-2->f;v) -e 
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-^W -f-TV-JV- 2 ->f - 3- (2 .6 -v7;i/;tD7i^;v) -E^ 

N- [ (E) -5- (2- (5 - t -rf-;w-:J-*-iJ-V-;p- 2 -tf 

-^Ty-;v-2 — ( )V] -2- ( 1 e v> - 3 --f JW) - 

(E) -5- (2- (5-t -•/^;w-:t^'9-y-;p-2->f ^U) 

(E) -5- (2- (5-t -yf-^l/-:4-^-i?-^/-;V-2-'1';W) 

-f-TV-;v- 2-^;w- (3 h^-^^i::^;!/) -r^y; 
(E) - 5- (2- (5-t — ■/f■;^-:^-^"^J-V-;^-2-•<;^) 

(E) -5- (2- (5-t -■/f-;v-;t-^-9-y-JW-2--f ;W) 
-f-Ty-;v-2 — ( )V- (eu 5->*>'-4 --f ;v) -75 >; 
N- [(E) -5- (2- (5 - t 2 ->f JW) -tT 

-•f-TV-ji'- 2 -'f ;p] - [4- (4 -;>«f-jw-fcf^7-:^>- 1 ->f ;v 

[ (E) -5- (2- (5- t -7'^JV-:t^-^fV-;v-2-^;v) -lf::i;V 
) -f-TV-;w-2-^;i/] - (1 -:i-^->-e'j-:;>-2--f ;v) -75 >; 

N- [ (E) -5- (2- (5 - t -yf-;i'-:i-^"i?-V-;P- 2 -tf 
^JW) -f-7V'-JV- 2 -^>-if >- 1 .3 -v7 5 >" ; 

[ (E) -5- (2- (5- t -■/f^;v-:t^-^fV-;v-2--<;W -tf::^;V 
) -•?^7V'-;p-2 --f - (1 -:i-^->-ei;i?>-4 -75 >; 

3 - [ (E) -5- (2- (5 - t -yf-;W-:^-^-9-y-JU- 2 --f ;W -e 

^jw) -•?^7V-;v-2-^;V'] -1- (4- (N-t°n'; vi'- i--f 

N- [ (E) -5- (2- (5 - t -yf-;w-:j-^^?-y-;w- 2 ->f -e 

^^v) -f-7y*^;i/- 2 -2- (ev 3 ;p) -yoe;^->7 
5 K; 

3 - [ (E) -5- (2- (5 - t -■/f-;i/-:t^-9-y~;w- 2 ->f ;v) -tf 
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-f-TV-;v- 2 jw] -1- [4- (t:a'j vv- 1 --f 
) 7i-;i'] -mf ; 

N- [ (E) -5- (2- (5 - t 2 -WJV) -If 
^;v) -f-Ty-;v-2 — f;p] -2 - [4- (i:n'j 1 
) 7i-;v] -7-b:J^ 5 K ; 

[ (E) -5- (2- (5 - t --/f^^V-^t^-^J-y-^V- 2-^;W) 

N- [ (E) -5- (2- (5 - t ;J-^^y'-;p- 2 --f ;v) -if 
-^w) -f-7y'-;i'- 2 --f -2- (2-^f-;i'-e';i;>- 3-^;w) - 

N- [ (E) -5- (2- (5 - t -yf-;i/-;*-+"i?-y-;v- 2 --f JV) - tT 
-^W) -f-7V-JV- 2 -vf i; v>-2 .6 -vT5 > ; 
i/rj^nyntijv- [ (E) - 5- (2- ( 5 - t - *-9-V-;]/- 2 

3- (N- [ (E) - 5- (2- (5 - t 2 -^f JV 



N- [5- (2- (5 - t 2 — f ;V) 

— ^Ty-;v- 2 -'T;!'] -2 — fv/f-y^K: 



[5- 


- (5 - t 






-;V-2--f;i/) -f-7V- 


JV- 2 - 


--fJW] - 


2 






N- 


[ (E) - 


5 


- (2- (5-t 


-yf-;V'-:t*-^?-v^-;p- 2 -e 


■ 






-2 — f Jl'] - 2 




N- 


[ (E) - 


5 


- (2- (5-t 


2 — f JW) -tT 


- 




}V 


-2->f;P] -2 


-tr^y-jw- 1 ->f JW-T-t^ 5 K ; 


N- 


[ (E) - 


5 


- (2- (5-t 


-f'f-)V-t^^^/-)V-2->{)V) -M 


■ 






- 2-'f ;p] -2 


- (4 .5 -v^ nn-^f = 1 








K ; 




N- 


[ (E) - 


5 


- (2- (5-t 


-f^)\^-i^^^-f-)\>-2->{)\/) -tf 
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-ji') -f-7v*-;v- 2 -2- (4 .5 -vvry 5 ^v^-jw- 1 

N- [ (E) -5- (2- (5 - t -•/f-^V-:^-+-<?-V-;V-2--f ;V) -e 
-^V) -^TV-JW- 2 -2- (2-;<^Jl/ — f ^ V- ;P- 1 - Jl' 
) -7-lr:? 5 K ; 

[5- (5 - t -•/f-;w-:t^'9-y-;v- 2 — f;w) -if--;v) -f-rv- 
;i/-2-'f;v] - (e w>'- 2 --f ;v) -T5>; 

[ (Z) -5- (2- (5- t -r^;V-:^-^-i?-y-;i'-2--r;i/) -}£:=.)V 

(5-^y'j}v-i-7V-}\^- 2 — r;v) -e'j -:;>'- 2 — ()v-7^> ; 
[ (E) - 5- (2- (5 - t 2 ->f ;v) -if-jv 

) -^-7^-;^- 2 --f ;v] - (6-^ h^v-tfV ^ v^-4--Y;w) -75 
^ ; 

[ (E) - 5- (2- {5-t-yi-)\^-:^^'^-/'-)V-2-^)U) -^-JW 

) -f-7v^-;w-2 ;w] - (3 -11 Kn^->p{f-;w-7x~jv) -75 v; 

[ (E) -5- (2- (5 - t 2 
) -•^7V-;w-2 --f;!^] - (4-p{-?^;w-e'ji;>-2--<;v) -75>'; 

[ (E) - 5- (2- (5- t 2->f ;v) 
) -f-7V-;w- 2 - (6-p«f-;i'-tr';-:^>'- 2 -'f ;v) -r^y 
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[m^M2 0] cdc2 (cdkl) $r«l$!|-r&:&te-e^)oT, m#P$iJ«r 

imr-^L. c d k 2 m\K^nm(r>m^-^ i \^%m<r>it^m^^^-ti>^t 
%mKn L. c d k 3 m\r^^^^<n>m^-^ i K%m<^it^m^^^-ri> ^tuf- 

[m^«2 3l c d k4«:«lfiJ1-S:&i*T*o"C. ^ftlfll^'ii'll 
IL5gl^)kt t. c d k 4 «I$IJlc^^l:<^m^]g 1 me«(^<k^l^*ie-^1-* i i: 

[Il^]g2 4] cdk5^WJ-rs^i*-C*oT. iJfilfU^'il'l^ tl-^PS 
aSl^M L. c d k 5 mmK^mm<r>mi^^ l l^iaK<^'fb'^tl«rS#1-& c: 1 

[W^]fi2 5] cdk6*«I$iJ1-S:6-^fe-e*oT. ^iqifiJSr'il^ll tl-^&ffi 

iListiML. c d k ^m\\'-^nm<Dm^^\K^m<r>it^m^^^-ti>^hii-- 
[»^]fi2 6] c d k 7^?p$iji-;i»:^fe-c^oT. mmi^'mt-Thm 

%mr^n L. c d k 7 «i$iJl;:^^5li»o»*]fi l KUm<r>i^^^a^^^-f i> ^tii^ 

[m^:®2 7] c d k 8 ^?PtiJ1-i>:^&t?*oT. ^ifpfiJ -i!^^ t i" ^ Bf 
IL^tcMt^ c dk8^$iJli^^l:<^m*anc|B«(^'fl:^/^«r^^1-&ii:35^ 
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[0 0 0 1] 




(I) 



[0 0 0 2] 

RNiR\ COR'> C0NH2> C0NR'R\ C 0 OR' tfziiS OiR' ; 

Mks 61 
l^kS 7] 



(33) 



002-518380 



i^m cxm^ ^fifz7)v^>i>L<iiT)i'^y. tfz imi-^ 3 ~ 7 <^ -> 

v'^ n7;i/^;P7Jl/^;i/^ ^f-v Z/^ V7 7V'-)l'^ ^y-V7 

7'J-;v7;w^;i/> n7 'J -;v7;i'^;vt 7tfiR'> <aL> R'5&«7 
^'f-)Vttz\t-:fu\^^-)VjQi:xfYii^7)\'^y<r>b%. R*li^ hn7 >; ^vtfc 

R'. R', R', R'ti-etL-Tit^aitT^ H^ 7;^^;^^ n7;i^^JVx ^ 
•r n->^ D 7;W^;i/^ 'yi7U7}V^)V7i\/^)\^^ ^■r^i -y^ U7 )\/7 }V 
^ 7U-;i/, ^•fn7';-;v> 7y '-;^7;^^J^^ ^•rn7'J -;w7;i'^;v^ 

-(it. ^^T!>^^^fuW.^^ (heteraton group) <o im<D^i!)^\^^1riM^ 1 ^<DR 

R'ji 
['fbS 8] 




rD->^ n7;w^;i/7;w^;v> 7';-;v. '\rn7';-;v> 7U --jwtjw^t^p. 



(34) ^2 002-518380 

R", R", R'\ R''. R^'it^fl'^fimiLLX. H^ T)V^)V, vtJ^OT 

[0 0 0 3] 
[0 0 0 4] 

[0 0 0 5] 

"t;v^;v" ttzii "a 1 k" t\i. mzmUj:%&<^^\'^m . l~l 

SII$*L;&Rt^Sife$tLTJ:v^o 7;w#;w^36«7;w^;v^T?iitft$*L'C 

3^<7)55^/5^SS(7);R:#t?!li: LTfi. ptf-JW. J^f-JW. -/nti;!/, >f v •^^n n 
t-'rf-;w, >fy'/f';v^ 'fv^^->;i'> ^-f 

4. 4 - v;<f•;^^:^f■;^^ 2, 2, 2- h ^W'^Vf'^V 



(35) !Kfa2 0 0 2-5 18 380 

(;ttx.^fF^ C U B r. I) ^ /nd7JV^;p (7tfcx.tfCC Ut^tt 
CF3) ^ T;^^^->^ 7;w^;i'f-;J-. nKn^i/, (-COOH) 
. 7)]^^)i':^^z/'^)V:^-}U (-COOR) . 7;v^;v:i&JV5K-;v;i-*-> (-0 
COR) ^ (-NH2) ^ (-NHCOOR-f ;tJi-OC 

ONHR-) , (-NHCONHR-) x T^^-JV (-CNHNHR*;t 
{i-CNRNH2) ^ tfzli^t-)\^ (-SH) 5?)>'#tf PjtLSo ttz^m<^7)l^ 

[0 0 0 61 

"t;v^-;v" 2 ~ 1 2fi<7)M^l^,^^* J: < 1 o(7)Rt 

LTti. l'|@J^Jl±<^)JiJlTJ-^1-^> •tii:\^%. /^0^>^ 7>'l'^JV> 7;V=i^-> 
^ 7;w^;vt Kn^-:/, 7 5 -hn, 'yr J . )Visj:X/yttzit7 )V 

[0 0 0 7] 

jg-g-^ (-0-) t7t{i€SlirS'^l (-S-) «rirt-LTi^'^1-&±ET;v^;p^ 

x;w*^-> K^J:t;f7.;p*>{i, -etL^'ti- S 0- i Ttfi- S O2 -^-^S-C 
^^^•r&^iM^-r^o 7;u3^->5t;jw**^;i/^{i, ^:-C (0) OR (^4- 
^ R^iiUmtfz\i^^m<7)Ci~B7}V^}v^-c^i,) -c^^fi&o 



(36) 



ii$a2002-5 18380 



10 0 0 8] 

[0 0 0 9] 

W^&tLX\t^fLhKm^^fl^j:\^^i)^. ^^Dr>. 7JV^;V^ 7;i'3^->, 

V 7;V:tnp{f-jv, 75 5/^n7;W^JW, '>7yx 7JI'*JVS (0) m (m 
= 0, l^ 2) t;fc{if-:*--;V5{)S^»f ^tL:5>o 
[0 0 10] 

^^mt^. 5ttzitem<^ni^^i:^-ri>'^yn^^wmmt^mM. ttz^t 

<^iP<Slft$itTJ:v»o ^rn7';-;V'^<^:^#«a|i: tTJi^ f-x-;i/, ^U^i^ 
';;v> h'J7VV;v, v^9V';;^^ y^•9-V';;^^ -iv^rv 



(37) !Rf^2 00 2-5 1 8 380 

ntLXii. im±(Dl;kTK^t. ■r^r^*)^ TJV^;!', T;i/3^ 

iiKn^i/, *;U5K^v', :;&;wn'^^;v, 7 h 
7;i':rap{f-;i/, -^^'nr^w^^v, -hn, ->Ty. T^y, t;v'^;1'S (O) 

m (m=0> 1> 2) ttzit^:^-)Vi)m\fhtiio 
[0 0 1 U 

[0 0 12] 

h y^^^l/l: Knr A, N-l: KntT'J v-i^rA) ^ »t S It^tH^ 

O 

[0 0 13] 



(38) !RFa2002-5 1 8380 

i: X. G i^ne t. W. rPi^otsctive Groups in organic ^yrfc 
hesisj (.^^U-f^ -:i.-B-i^^ 199 1^) ^##1-*L«il$ tli>-C* 

[0 0 14] 
[0 0 15] 

[0 0 16] 

i^T. (z) isio^h^vx (E) T;^'5r>'^t^#<7)M:^^^ n7;w^;v 
f ;t fi^ f n -> n T ;v + -> ;^ ^ J: 0* h ^ > Ml*'**^-^' f *L-& o 
[0 0 17] 

[0 0 18] 

^ ( I ) <D%^mt^m<r>^M. rFarmacoj (44^ 1011, 1989 



(39) i^2002-5 1 8380 

^) ^xv^^(D0m:xuKtm<D^mi^'^^xW:&Lfz. TiB^ (II) (Em 

^1) (r)<2:^SiT}vr\^ K^rfflv^T^T'S:^ i t:*«t?^ao ^T;P7't K (I I) ^ 
(R'CO) rO^TtfiR'-L (Cli-C, Lli>'^Dy>i;t^i7.;^*:^^- 

rJV'5r^<7)mjitBrtg^-e*^) matT^ Tie^ (i 1 1) <^it^m^^^i- 

'fb'^i^ (III) V^S'fkT-^i-^. ;ti:x.{fTfa^ (IV) (7)^^;:^* 
^- htfzim^^r(0^^ y\iUmtm^^^X. TIB^ (V) (^-fk 

$r^^1-&. ^ (I) <Dit^!\l9) =gr4^-r^o 5ll&i:Lt:. ^ (V) <^^t^!i^\t 
. ^tit^m (II) ?r*;^*:f-h (IV) tfziim^^ro^^ y 
\i^mtRm^-t. :^v>-c#p)it;&^^!Kj«r (R'CO) lOi/tliR'-L-C^k 

[0 0 19] 
: 

[its 9] 

H H Ri RV^P(0K0Et)2 

CD (III) (V) 

^ (V) (oit^ma, rtiEm^2-c^^iii>xoi^. m<^it^m (i) i::^ 

JfeL9*« -fb-^ife; (V) SrPd/C±<?)H2'5:if<^f^ffl!fe?®-Cii!k3aL 

TIB^ (VI) c^l&^D'fb'^!^ (^:tL(±^ (I) (D^t^m) *4fiei-^o SO?* 
f: LT^ 'fk'^ife (V) ^V:^i-)Vz;^^'yyyttziim-^uuM^MMm^j:if 
<^f^ffl!^M-CJ^JK^->'fkLT> TE^ (VI I) ox:i?^->K (itLJi, Y56S:t 
^-^^^(^^^^l^^-C*^^ (I) <Dit^m t&^-r&o ttzH^ii-^i^ylrVy 4 
y^. Z n C u C nzttz\t'JTV:^ ^ y^£i::<r>Y^m^^'Q\/ u^u /■^yift 
i>:LtKii^. TfE^ (VIII) (D'yi^v-fuAyVc^m (itt{iY*«>':J' n 
•/o/N-v-e^S^ (I) (Dit^m) Sr4)^L^&o 



1#^2 0 0 2-5 1 8380 



(VI) 
(VII) 

(vm) 

tfz^ (III) (Dit^mt. mn^^^-t&R' tfzHR'^^^t^^ d 

) (O^t^m^^mL^:^ (TIBS:(&^3) o titx^ii, ^: R" -M (i^l-C, 
R" =R* (R'R'C) i-tfzitR* (R'R'C) i -Y-> *3j:0fM = ^Ji) 

<7)^m^mum<7)m\iK X y) . rie^ (ix) <Dit^s^ {-t^^h^. r' = \^y 

n^v'^J:OfR' = H<0^ (I) <Oit^m) Sr^^-f^o 

i/c»i7i;v*^- hi7.r;i''5:t*<D||tefiltBrtg^) S:fflv^, riB^ (IX) (^'fk-^ 

> R' = t;P3^-><^^ (I) (D^t^m «-^^-t*o 
[0 0 2 1] 
s:jG^3 : 
[-(1:4 1] 



[0 0 2 0] 

[<l:4 0] 



(40) 



S7C 




(V) 



(41) 



!i$^2002-5 1 8380 




m (IX) (X) 



0 TIB^ (XII) 'Cm^fli>Xo^^it^>'J)l^^^'y> (resin) ^ ( i 

1 I) r' = cFjCO) <^T5 y f-Ty-;v-e7;i'^Ml:t-&ci t »c 
<^:^9^ Tis^ (XII) (^'fk'^!^$'#^ ci t So V y^'^it7=:-ty s fz 

tk.if^ (IV) <^'fb'^i^t* ^iTRttx^-yrT, Tia^ (XII I) <r>7 

')^J^^i^(Dm&-CJSL^mLX. TIB^ (XIV) (DT^y^^&o ^<D7^> 
(XIV) ^R'-L ttlii (R'CO) 2 0tKm^^X. Tiest (XV) co>fb 

(ijt{iY*«T;W'>->o^ (I) (^'fk'^l^-Cib*) tjJis-c^So 
tti^ (IX) S^tli (X) (^^k-^il^li^ m^mnt t-CT^WT'li K (X I I) 

& o 

[0 0 2 2] 

lit4 2] 



i^2002-5 18380 




[0 0 2 3] 

R* = R'<0^ (I) <r>i}:^^\t. ^ (I I I) <r>T)Vr\i:Vi!i^h^l&Lo^ ( 
M7cLT> Tie^ (XVI) <^T;W3-;i/^r#, ^Lfii: p- V )Vj:.y7.}Vt^:=.)V 

jmmm^x-^i>) <D^\:^m^m^t&^t-/)^x-^^o rie^ (xvi i n (?) 

^7)^^)^7X3^- YJ.:^T)V<r>T^t>i:^ ^ (XVI I) (Oit^fSo-CTJl^^ 

)vifr^z.tKXy). TIB^ (XIX) (ii-e> w=7;^+;^^ -^^'nr^v^ 

^-^MkLTTia^ (XX) <^«*S^L> c:*L$-^ (XXI) <n>7<ytij^y 
7''J >^^g:)S?-frT. TIS^ (XXI I) <DT^ K^#So itLf)(^75 K$rP 
OC l3'5rt'(^llfe7)c^jH^StTm«:^TV^^ Z = 0<D^ (I) c7)'fk'&!^-C*:2> 
^ (VI) (Dit^HSS^m^L^^o 



(43) 



#^2 0 0 2-5 18 380 



[0 0 2 4] 

[^1:4 3] 




(XXII) (VI) 



[0 0 2 51 

TIS^ (XXI I I) -C^^fi^X^ti^^u^^jvt^^y-Mt^mT^^h^i^ 
th^ltt^-C^i, (TieRl&^6) o ^fetoSiJ^lcJ: 19, (XXIV 
) Sr#/s:m^ ^mm\iA^m^^X/mitin^X. )l'T}vr}^iV 
ir<7)ls:m-e^!k3itT, v-/o^rt 1^7 v (xxvi i) ^^^o 5^m^icj:i> 

HBr<^|5^*mx (lithiation) Srff^/»^ T-bf-V:^ T-:^- 

lS«r h y-^^w^Si^n'; K-c«ix.T, T-t^u>7,^i-y (XXVIII) «:# 
. :^V^-e2 -a- K7^ y f-rV-;!^ (XX I X) t * ^yT'U ^^SJS^^irT, 
R' = R'*J:?/Y = 7;1'^::^;k^^ (I) <Di\:^!&-c$>i>. TIB^C (XXX) <7) 
it^^i:^^o ^KOr-ti-Uyit^m (XXX) SrTlc^^iDtT. ->7.;i-lx7'f 
> (XXXI) ^X:J^ (XXXI I) «r#> C:tlf){4R* = R'i5J:C|fY = Z-T 

(I) <7)<l:-^|^-e^>^o 
[0 0 2 6] 



(44) 1^^2 00 2-5 1 8 380 

H(:4 4] 

-N 



J^Xv^Ci HOACCS2CO, ,o>r'K^OAc NaOH 
CHjCN, 6S* C (XXiV) 



(XXItl) 



(XXV) 



EtaN. . 78" C 



CBr*. PhjP 



R-'-O' CHO R,o 
(XXVI) 



(XXVII) 



n-BuU n-BusSnCI 
THF. -7« -C 



^ = SnBua 
O 



MeOCHN'^S I PO^'^O 

Pd(dba)3. P(:7UJU)3 
65' a THF 



(XXVill) 



, tf'V^^V''" H,.Pd(OH)..EtOAc 



aq. Ba(OH)2 



(XXX) 



r 



iPrOH. 80* C 



(XXXI) 




pooai) 



O 

HO'^R' 



EDCI. DMAP 



X 




(XXXIII) 



[ 0 0 2 7 1 

5-*;W5;v-2-T5>'f-TV'-;W (I I) t B uONO'5:ir<^-hnv 
^k^fiJisiO^C uB r2 tEJ5?-^"C> 2 -yn^gl^^ (XXX I V) i:^^-t 
So S:cS^u::iaic<^^f^t-tJ£oT. 7;w-rvi KS:*;^*^- h (IV) tfzii 
^^^r<Dtf'^ yT-i y\iUmtKJB^-^X, ^ (XXXV) <^;i-U'7'f V* 



(45) 



4$^200 2-5 18 380 



:i<7)2-rx3^tl^7 ^ y (XXXV) ^7K^itth')^l^^j:t^<Di^^<D 
#^T. ^ : R2NH:<0<h'^t/i:g:t&$-€:T, ^ (XXXVI) <Dit^^ (R* 
= R'^<J:c;fY = 7;w^r-jK^^ (I) <7>'fb-^!^) S'#;6o 
[0 0 2 8] 

Mk4 5j 



H H 

CHsCN N 



(U) 



(XXXIV) 



R\^P(O)(0Et)2 



IV 




Br 



(XXXV) 



r'nh2 



NaH 




(XXXVI) 



TOirLT, R' = R'*3j:OfY = 7;i-^~;K^^ (XXXVI) (^-fb-g-l^ fi , 
T|fiRlS^8tCti£oTS^itt7So -fb-^i^ (II) (75T5 7^=S•^ v-t-rf- 
;Pv*-^:|^- >55:^(^|«m-Ci^MLT^ -fb-^!^ (XXXVI I) * 
7.*^-h (IV) ttz\m^ itit?HfT)Va^'y}fttziiAmti'h')^J^ 

) #^T(7)'y'f -yr-f ll|s:mtE^&$■^T^ ^ (XXXVI I I) <r>it^m^ 
#&o it^m (XXXV III) ^m.^<D^^-r. R'L (:iiT. L^i/^Dt 

R' = R'feJ:afY=r;v^-;wo^ (i) (O^b-^lSj-c^)*, ^ (xxxvi) (d 

^b-a-i^Sr^^o 

[0 0 2 9] 
RI5^8 : 
['fk4 6] 



(46) i|$^2 00 2-5 1 8 380 



H ^ H ^ RV^P(OKOEO, 

OD (xxxvm (xxxvno 

POOCOQ POOCVI) 



^: R'CH^P (0) (OE t) .<7)'fl:^!fe(i:. ^: R'CH^L (iCl-C, L 

[0 0 3 01 
^ (I) 0«ft tWk'&tefi, 
R'*«R\ COR\ *;^:liCONR'R* ; 

R'5i«H^ t;v^;w^ 7V-;^^ ^rn7'J-;p> tu-;vt;w^jv^ 

[<k4 7l 




[itA 8] 



(47) 



#^2002-5 18380 



R'. R\ R\ R'^^-etL-etL^&LT^ t tz\tr ^ )\' \ 
litA 9] 




R", R"7{)«^it'etMiaSrLT> H * ?t JiTJl' + ;v 
[0 0 3 1] 

-tf^ 7tfc;tJfcdc2 (cdkl) , cdk2*3j:Ofcdk A^j:if<7)'^ 
^ i^')y^^^i"-^ (cdks) (DUmn-^^^o (I) 

[0 0 3 2] 

%m. ^m. WM. ffiii^ wm> mm. i > sfB> ¥tm> 



(48) iR^200 2-5 1 8 38 0 

[0 0 3 3] 

<0^M7'n-feX^. ;ttx.M3ij^J»iS^ Txn-Alt^gi^kjg, Iftj^ig. HI 
[0 0 3 4] 

t fzit^m ( I ) ^^fz/o}f<<D^7,^V )l^itK c d k 5 ^^'Z^^-C^ i> t 
v^^:Sia<^^MlwJ:oTil^$tLTV>^ J: ^ [ p-Biochem.j (117, 7 4 

1 - 7 4 9, 1 9 9 5^) ] , T;^7/^-f •r-^^0*3igJ::'{>JirfflT*)&o 

-t*C> her2, rafi, MEKU MAP^-^--^f> EGFV-f/^, PDGFl' 
•fe7'^> IGF^•^:7'^^ P 1 3 ^-^---^f, weei ;^^-Hr\ Src, Ablo^$lj^J 

[0 0 3 5] 

DNAffiSf^ffll^M (->;^7'9f-vt;tJi K^v;vif->>'5:ir) ; U. S. #1 
#f^=ai®N 0. 08/802239 (1997^2^200 111®) KtS.m<OiU ^ 

7 7;^^->;^^c^i^ < h7:^7.7i7-'b*<o^WJ ; h^K-f vpt ^^-if i iicp$ij 
m (/ct^ffxh^KV K) ; hsK>f Vp<7--fe*I«l$iJiW {tzt!HfCPT- 1 1 



(49) i|t^2002-5 18 380 

[0 0 3 6] 

■e. ttz^(Dummm^mmm%^^<r>mimmiisLnn-r^^m'ti>o tzt}L\i. 

c d c 2 WJ^i!lii-nA->> (olotnucine) (i, T^-:f y'y:^m%\^iS\ii>^^n 

^^nmmwilnm^^mz.^m■thz.h•i)mhi^x\^^h [ n-ceii sci.j ( 

108^ 2897^ 1995^) #BS] o it^m ( I ) fi> ^a^-^SB'^;i>«:i^Jg^ 

o 

[0 0 3 71 

c d c 2/^;^ ^VyB I ^t-^ '7y-t^ : 
?<0}i7.VyEI^(r>MT?^^'k^Ut^^tKX^X. c dc 2/-9--<^U 
yB l^t-'^m^^m^-r^o RlSS^fi, 5 0 n g<7>>'^'^^^'>^ ;v;^^3a 
GST-cdc2. 75n gOA^a.n'^xf ;W7.§|3SG S T-^f-f ^ U >B 1 > 
l;/g<^H7;h>HI (jKT'J • v>'/>>r A) , 0. 2;/Ci<?)"Py- 

ATP;feJ:0^2 5 // M(^A T P /*:^--Hj|»flirjW (Tris 5 OmM> MgC la 
10mM> EGTAlmM^ DTTO. 5mM) ib^h^^c t^Hf^^ElBl^^ S 0 
X:x-3 QM^mL. :^v>T-?&h 'J^nng^m (TCA) ^M^Wkmi 5%tX- 

• (Packard Filtermate Universal) /n — ^ - ^fflv^T, RfS 

^«rGF/CJ--7'f;V'^--7'k-h (Unifilter plate) (ys- - y) iz 
/N'';'*-K- h h 9 6 --^iJV (well) ^^^v'^f-V--^ 

a • >'^~^CT^ 7'^;^^-4'*'>>'^■r* [Marshak D.R.^ Vanderberg 
M.T.^ Bae Y.S.^ Yu I.D.<o fJ.of Cellular Biochenristryj (45^ 3 9 1 - 



(50) 

4 0 0 > 19 9 1^) ^ 
[0 0 3 8] 

c d k 2/"9->f ^ 'J yR^i—'if -Ty't^ : 

iJ"; >E^•:^--^fiSf'I4$•#lJ5e1-&o RJiSia^ti. 2. 5 n g<7)/N*^aLD 

d k 2/"9-^^'J 5 0 0 n g<7)«B®ji4G S T-^HMI^JB 

/t:^^^< (aa 7 7 6- 9 2 8). 0. 2 C i P 7 - A T P ^ J: 0^2 5 
;/M<^)ATP/^t--tfMtfj^J (Hepes 50mM>pH8. 0>MgCl2 1 
OmM. EGTASmM. DTT2mM) :d^f)!&-2>o :6^:i^*SM$r 3 0 "C-CS 
O^MJ^f^L, :^v^-C?&h'J^'nnS^BI (TCA) $rft*^aiE 1 5 -CilDx-T 

lii^ljAtt, /N-y:«?-K- h > h 9 6 -'^'i;^^^[#:->>•?^^' 

--> a > • * > ^ - ICT. 7^ M-So 
[0 0 3 9] 
c d k 4/-9->f iJ' V VT) l^:^--^f^S^4 : 

" P<^lliM^JB7^:^f^<'^<7)^5cE«^^^^^tl1-^i^:^cJ:oTc d k 4/^>r iJ' 
'J >D 1 ^:?---l?feti«-4UjEl-So RlSjffiJ^fi. 1 6 5 n g<D^'^^ )V7. 
l|3aGST-cdk4, 2 8 2 n g<7)Jffl®|i&31S- t a g-^f^^ »; >D K 5 0 
0 n g<^fflM4G S T-^Sll^|fi;t^^^< (aa 776-928)^0. 2 
A/C i<^"Py-ATPi5J:Cf2 ^ t^U<r>ki:'P /^i—^m^M ("epes 5 
OmM, pH8. O.MgClz 1 0 mM. E GTA 5mM> DTT 2niM) 
55^^'5:*o :d^:d^SR)E&vg[Sr3 0"C"CmMJ$^L. h V ^ n nftg^ (T 

CA) $r:t*«-Ml 5%t-Clinx.T. RjS=SritiS>> 7tlc±T*2 0:S-Klt#1-^o A 

GF/C^^7'f JV^- • yi^- h (/N*-;' K) JC^l9A*l> >'^•'7*-K• h 
'7 7':^'>^ h 9 6 i;i^?0[#->>'f-i/--> 3 :^ •;{;'^:^:J'-H-C> y ^ )\^^^ 
^iJ'^y h-fS [Coleman K.C.^ Waulet B.S., Morissey D., Mulheron ].C.^ S 
echan S.^ Brinkley P.^ Price S.^ Wedster K.R.<?5 f 3. Biol. Chem.j (2 7 2 
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(51) «F^2 002-518380 

x30:i8869-18874> 1997^). "^^^')>D. iSJiV^p 1 

[0 0 4 01 
[0 0 4 1] 

xf-;w -3- ((E) -2-7-fe^5 K-f-7 V- ^V- 5 -W" ;V) -7^"J 
- h 
[^b5 0] 




1&it:^i-Vy (1 0 0ml) iQiiXf\d^)'jy (eOml) »t'<0 2-T5y-5 
-•/n*f-TV-;w (22. 3g^ 8 5. 95';*;v) <7)-^?^l'. ^S^mTlcS^ 

® (1 1ml) ^i9>o< i9fcijnx.;s.o M^m^2. smm^WL. ms. ir. t 

(15. 1 g> 8 0%^ CsHsB r N2 0S> MSm/e 2 2 2 (M 

+ H)*) o 

[0 0 4 2] 

B. if-;v • 3 - ( (E) - 2 5 K-f-7V-;v-5 --f ;w) -7^5' 



(52) #^2002-5 1 8380 

DMF (3ml) f^cOT-t^^ K- 5 -^n* f-T V'-^V (4 4 Omg^ 2. 
0 ? U > U )Vm.J^f-)V (400mg> A^V ^XW^) 
7^y (3ml) <^il'^!^«r> 7;va'>T9 0*0 J'T. PdCtoljP)2Cl2 
(15 0. Omg) 0#^T-C2 4B#K (h) ^#i-:i)o ig^i^^^tllL, B.^ 
^mt:^i-Vy (10 0ml) Kmm\.. Ticgfet. Mg SO4±-C|g0-ri>o ^ 
?^^:«j^it^ 3^itS:*9A^'n'7 h^^^^'f- (S i 0:, C H2 C U/MeO 
H= 1 0 0 : 5) "CimSlfC. x^;v .3 - ((E) - 2-T-t^5 K-f-TV 

-;v-5--f;w) -ri7^)v-Y (loomg. 21%) ^Sr@#-e#* (m. p 
. 2 3 9 - 2 4 0"C> CioHi2N2 03 S^ MSm/e 2 4 0. 9 (M+H)*) o 
[0 0 4 3] 

%mm 2 

N- [ (E) - 5- (2- (5 - t -7'^;w-;J-^-9-V-;v- 2 --<;w) 
[<b5 1] 




4 4> 1 0 1 U 1 9 8 9#) ^<J:Uf^<0##:fcj(Klc|B«<o»f^ict3&o-C#^L 
[0 0 4 4] 

B. 2-7^9^ K-f-TV-;v- 5 -^;w*;V^^->7;W"m K<^i&3i 
2 -75 y-f-7y-;v-5 --f ;v*;v^^v'7JVf'v: K (5. 0g^ 395 
'J *;w) / h (5 0 0ml) <^>Sr5?Si:i, SStKB^K (11. 0 m K 11 

7 5 ^w) ^n^^o ^^m-^ 1 1 ot:tc 5^Ki)Pifei-So ^iat-cj^ipt-^ 

7V-;V'-5-'f ;i/*;w>K^->7;V7'l: K«rl9ISfe@#T#& (6. 5 g. 9 8 



(53) !Rf^2 0 0 2-5 1 8 38 0 

%^ CsHeNiO: MSm/e 1 7 1 (M+H)*) o 
[0 0 4 5] 

c. vr^/:^^y<r>^^ 

KOHSf*: (6 0 g) «r7Kl^^f»LT. 15 0ml 0 %K0H^v6[S'f^JSfe 
•fho ^<r>mW.^QX^-^^nL. J^--r;v (5 0 0ml) ^MfL^o ^(O^M^i 
"ki^K, 1 3 -- h D- 1 h ny^rr-v^ (5 0 g> 0. 3 4 

[0 0 4 61 

D. l-vTV^-3, 3 - v> 2 -y^ y >'OM 

±IBvTV;^ h 'j;^'^JWT-b^;i/i}'n>; K (1 5m K 0. 12 

/j:.-7-jv (1 0 Om 1 ) <7)^?g[* 4 0^t::fc/coT?gT1-ao WTtl^T 

iifJ<^-7Typ< iJ'^^Sri^^t. #ib*L^-j#m*«^tT. l-vTy-3, 3- 

[0 0 4 7] 

E. 2- (^nnptf-;!/) _ 5 - t 

j^nnT-trh^h';;w (4 0ml) is J: y^H7 -yjk^'t^^x-r V- h (2 0 
mK 0. 16^'J^;W) <^^#v§?gLHO'CHT, l-vTy-3, 3-vp«^ 
;v- 2 -y^'y v/^'nnr-t h::^ h ';;v (4 0ml) $r 2 O^t-fe/toTiiT 

(700ml) i:CH2Cl2 (500ml) KlC:9'E1--2>o tK-^tSStCHjC U 
(5 0 0ml) -catbL^ :2yj^^yLtzmmm^%i^ {AOOmX) "CiJfev^ 

Mgso4±^ig*!p!-rso ^mt. mWi^mmx.. ^^^t^m^uM.^ ot;«rfflv> 

TK^^^-r^o 2- (^any-^;i') - 5 - t - :/f- JV';*" V- ;w (9. 2 
g^ K^'OU K;d^f><^^jR$4 4 %, Cs Hw C 1 N 0^ M S m/ e 1 7 4 (M 




(54) 1^2002-5 18380 

[0 0 4 8] 

F. (5- t -'/f-JW-:t^-^J-V-;W-2--f ^Wp^f'JW) -*;^*VKi^xf- 
2- (^uu;A^)V) - 5 - t -yf-^V^t^-^-V-^W (8. 0 0g^ 4 6. 1 

5 'j-=e;w) / hU J^'^JV*;^7 7-f h (15. 3g> 92. 0^ 'J*;w) Sr i 2 
OtJTl 8I^Min*1-*o iS-^ife^r^St-CJ^SP^s h^ViV (30ml) «:lin 

rftt)c!^^9 o*c-c3 o^mmm^i^Lx. (5- t -7'^;w-:t^-^^/-;i'- 2 
-*;^*;/BKi;x'^;vxxT;w (12. 4 g> 9 8%x Ci2H22 
NO4P, MSm/e 2 7 6 (M + H)*) t:^^-:^ lyyV^imx^io 
[0 0 4 9] 

G. N- [(E) -5 - (2- (5 - t 2 --f ;w) 

(5- t -yf-;v-:i-^"9-V-;v- 2 — f ;w><f-;v) -*;^*>'Bfc-:;if-;wx 
;^r;v (195mg. 0. 7085 'J^;v) /r h 7 Kn :7 ^ (10ml) 
(Omm\^. m^^XiyV^M.- t-7*h^'>K (2. 2m U THF+IM) * 
ijnx.^>o lO^m. 2-T-fe^^ K-^7y-5--<;W*;V'K^V7;V7'Vi K ( 
100mg^ 0. 5875 'J^JW) /THE (6ml) <^?§^gtSri)II;t&o 3 0^ 

mm^^Kftrnm^M^-rho p^^y^^p (i. smi) ^-adx-t 

&o i*L*CHC 1 » (5 0ml) ■C#3Kt^ tK (2 5ml) ■CRJS*«I;t*o 
'^vS^rCHC 1 J (5 Om 1 X3) ^ X imWi^'f' (5 Om 1 X3) "C^ 

m^(D^xi}mm-t^txmiii-ri>o ^^y^^^ yLtz^um^A (somi) -c 

H#!gr^nvh^^9 7^- (S i O2, 5%MeOH/CHC la) -CiiStT^ 
N- [ (E) -5- (2- (5- t-r^)^-t^'^^/'-)V-2->( )V) -e^ 
;v) -•^TV'^JV- 2-^1' JV] -T-k^J'? K (1 1 8mg. 6 9%> m. p. 2 
7 5'C> Ci«Hi7N3 02 S^ MSm/e 2 9 2 (M+H)*) «rigj|feH#T#J5> 



O 



(55) 



!|^2002-5 18380 



HPLC-HI3. 9 0 0% (YMC S50DS:«/9A4. 6X5 

0 mm, 1 0- 9 0%7K14p« ^y^^W, 4^, 0. 2%')yWt'k^. 4 m I 
. 2 2 0 nm-CK«) 
[0 0 5 01 

N- [5- (2- (5- t -•/f-;i'-3j-^'<?-V-;v- 2 --f ;v) -a^f-;p) - 
^1:5 21 



A. N- [5- (2- (5- t ->^f•;^-;^-^•^^V-;^-2--f ;v) -j^f-jv 

^#^7nPd/C (10%) /S|®xf-jv (5ml) Oj^»li> N- [ (E 
) -5- (2- (5 - t -7'f-;V-:^-^-9-V-Jl^-2 --f JP) -e^;i/) -f-T 
V-;i'-2-W;V] 7-b^'5 K (6 7mg, 0. 2 3 5 U ^Jl') /B^® J^f-JW ( 
10ml) (DmWiiM^^o RjS-7v>^3ir7|C^/N*;V->Sr?)t#lt. 2 4^ra« 

^hi^2 4mm^k. Kmm^-ty^h (cellte) -fy^r-cmML. mmt. ^ri 
■7h^^9 7-f- (S i 02> 5%MeOH/CHC 1 j) -CJHI^UT, N- [5- 
(2- (5 - t -y-f ;W-:t4r"ifV-;i'- 2 -W;v) -x^;u) 
2-^)V] -T-fe^ ^ KSre'fe@'*-C#i> (3. 5mg, 5 %^ Ci4Hi9Nj02 
MSm/e 2 9 4 (M + H)*) o 
HPLC-HI6. 75 5-C9 1% (Zorbax SB C18?5?9A, 4. 6X 
7 5mm, 1 0 - 9 0 %7|c14j^^ - ^l^, S^-, 0. l%TFA'&:t, 2. 5m 
1 2 2 0 nm-C^H) 

[0 0 5 11 




(56) 



!^2002-5 18380 



N- [ (E) - 5- (2 - (5 - t v-jv- 2 --f ;v) -e 

[its 3] 



A. [ (E) -5- (2- (5 - t 2 --r -If 

^mm2K^&m<7)iom^'^^'c. i (e) -b- (2- (5- t-y'i'}^-^^^ 

^•*j-y-;v-2 — f^w) -e-;v) -f-7v^-ji/-2 — f;i/] -3&;w/N*5>»t 

- y ^ ;i/ 7> T S^iti- -5, i 1 3i)«-e ^ S o 
[0 0 5 2] 

B. 2-75^-5- [ (E) - (2- (5- t-^i-)l^-t^'^^/-)V-2 
->f;W) -e:::;V) - f- 7 V- ^K^S^jt 

[5- (2- (5 - t -7'^;i'-;i-^-ify~;v- 2 --f ;v) -f-7 
V-;v-2--f;v] *;WN*5 i'Kt -yf-;i/j:-;^r;i^ (i. 5g^ 4. 35';* 
;v) /r h9t Kn79:^ (3 0ml) ^J:(/7lc (3ml) jiHC 

1 (3ml) «-fiiT-r«>o ^iT*^7^^^ is-a-i^j^e or-c-^tiDrntSo ^gyet* 

MIEMLT. >rtL5r^^nN a HC037lc-M-C^iFnl-&o #^ 

^t-6S#S:Mt^ ;!|c«feL> ^mLXmm<^^i:^& (7 3 2mg. 6 8%> 
Ci2HuN»OS>MSm/e 2 5 0 (M+H)*)o 
[0 0 5 3] 

C. N- [5- (2- (5- t -■/f'^W-^i-^^fV-^V- 2-'f ;V) -}£:=.)V 
) -•^7V-;l'-2--<;V] -7x::^Jl/7"fe^5 Kc^S^jS 

2-75^-5- [ (E) -2- (5- t -yf-^p-^i-^-y-'Z-^v- 2--r;v 

) -lf-;V] -f-7V-;v (20mg> 0. 085 ';*;W /Ig^CHiC 1 2 ( 
1ml) oMtc, Ig^DMF (0. 1ml) i$XXfN. N-v-f y7*ne;wx 
-?^;W75> (2 8/iU 0. I6 5';*;v) «rijpx.ao #f)itSMSrO'Ci::?^ 





(57) i^2 0 0 2-5 1 838 0 

^PL^ j^ltt?-e7j^-;V7-tf-;Vi:^u i; K (2 1 // u 0. I6 5';^;v) $rljD- 

h^yy ^ - (S i O2. 5%Me OH/CHzC 1 2) Sr^rV^x N- [5 - 
(2- (5 - t -yf-JW-^^-^-^fy-jP- 2 -if^;i/) -f-TV-;p- 

HP LC-C^aiL. Z^tt# (3mg. 10%,MSm/e368 (M+H)*) 
SrigSt-feSfr-e, E^14# (3mg^ 1 0 %. C20 H21 N» O2 S . MS m/ e 3 
6 8 (M + H)*) «r«-feH#-e#-2,o 

(Z) -M'f4#: HPLC-H I 4. 0 5^-C8 6% (YMC S5 OD 
S*5A4. 6X50mm, 1 0 - 9 0 ^ ^ 45^, 0. 1%TF 

A-^^, 4 m 1 2 5 4 n mTl^tl) 

(E) -Mlt^:: HPLC-H I 4. 1 8 ^T?8 4 % (YMC S5 ODS 
*9A4. 6X5 0mmx 1 0 - 9 0 %7|C'I4;^ ^ - JV'^ 4^, 0. 1%TFA 
4 m 1 2 5 4 nm-C^tl) 

[0 0 5 41 
*W5 

N- [5- (2- (5- t 2-^;V') -jl^zljv) 

[-(1:5 4] 




A. 2 -11 Fn^->^f-;v- 5 - t -:/f-;i/:i-^^y-JWOS^at 
7-bh:=-hU;V (1 20ml) 4'<^ 2 - ^ ODp< 5 - t 

(1 3. 0 g> 7 5. 15 V'EJV) , CsiCOj (36. Og> 110. 
5 5 >; ^ ;V) i5 J: xmn (10. 5 m U 192. 6 5 U (OU^iSs^. 6 
5t-C-^iD«t1-So •^i»<^^T^SrMEI^*Ls ^S^tK (6 0ml) tEtO 
Ac (10 0ml) M^I^SBt^ TKIft^^rS^^xf-;!/ (1 0 Om 1 X2) -Cttm 

f&e 3>/^M>'t/v:EtoAc•M*Mgso4±•c|g^st, mmLxm^m 



(58) iRf^a 00 2-5 18 380 

i<^?fit»c!^Srp<i5'y-JV (3 0ml) KmmL. iittCNaOH (6. 5 0 g 

,16 3 5 v-=e;v) /tk (3 om 1 ) i^mmtm^i. ^?aT-^a#i-*o M e 

OH«r«JEE^*L, Tlct^^rE t OA c (8 Om 1 x 3) TrnfU-t^c ^V/nM 
>L7t:E t OA c»^Mg S 0.±.X-^mL. ?&^i|LT2 Ko^v'^f-;v 
-5-t -rf-JW:t^-9-V^;W«rfftt^tlt?||* (1 1. 7 6g, 10 0%) o 
[0 0 5 5] 

B. 1. l-i^yn^-2- (5* - t -rf-A^t^'^'Z-JV- 2-^ }V) jl 

J^-fk^^-y-'; (4 5mu 9 05';*;w) oift#'^?S[icTJV3';'T-7 st: 

JwT> i;p<f-;i/;^;w*^V K (8. 8 0mU 124 5';*;W *?8iT-t4o R 
JSii-^ife*- 7 0^W^#L. 2-1: Kn^5/p(f-;u- 5 - t -y'f-)V 

(1 1. 7g. 7 5. 1 5 'J^;i-) /M;dcJ^<bp<f-w> (3 Om 1 

»;xf-;V7 5 ^ (31. OmK 2225 U^JV) «-t9>o < I9 liMfL. ^<omK 

u^^^Mi^tx-muu mt^^^vy (loomi) ^ML. i^mimt^ 

o @#SrML> E t OAcT^fe^o ?«?S«r 5 %7K14^' (10 0ml) * 
axfi^Lilf. (5 0ml) ■c^5fev^ m g S 04±-e|g*|i^*o ^A^j^n 
^Y^yy^c- (v'J 5(7 E t 0 A 0/^^^^= 1:4) ^fi'oT, 2 - 
>^;v5;w- 5- t --/f-^v^i-^ ;wS-^JIferft^i^-c#& (10. 1 g) o 
[0 0 5 6] 

Eg^^bRt (24. 0 g . 72. 4 5 'J *;P) (2 0 0ml) 

<o1i^wmw.Kr)\^:fy^m%T^-~iox:Kx. y^)y :x.~)Vii^7.y ^ y (37 
'. 0 g, 1 4 1 5 y*;v) «:4?l:o'oinx.&o S:jES:ig'g-«^S:5^raia#L, 2- 
^>}\^^}v-5- t-y^f-jvt^-^^/'-n^/^itj^f-uy (eomi) <^^7£-cii!!. 

i>o @>ft:«rMt> ii?^S-»L, IS§&tT (-> U :^ '5^;v. EtOAc/'s^^ 
>'=i:4)> 1, i-vra^-2- (5-t-'/f-;v-:^-^-9-y-;v-2- 



(59) !|$^200 2-5 18 380 

^jV) xf-v->$r^>fe@#-e#i> (9. 13g^39%)o 
(0 0 5 71 

C. N- [5- (2- (5- t Z-'f -7-bf- 

1. i-v>^D*-2- (5 - t -y^;v-;a-^i?-v-jv- 2 — r;v) j^f-i^ 

y (6. Og> i9^';^;v) /jitIcthf (SOml) <OllkWmWL\^T)\^rfy 
#H^T- 7 STDl^T, 1. 6M-n-yf-;PUf-'>A (3 2mU 5 15';^ 

;v) /^^-y-^^ra O^a-JCtoTto-CT^TL^ Rl&iS-a-i^^:- 7 8 ^-CS 0 

WL. h r-^-'v^^j'n'; K (5. 5m u 2o^";^;w) ■c^!kai-&o RJSM 
-^!|iS:3 o^M«#L, ot:^cjJ^^at^ 0*0^3 o^m^ :^v>T^a-c4 5^ra 

«#1-*o m-^l^^r-^g- h*-9A<7>->';*y;i/ (2% hUxf-;i/T^ 

•^^-^-em^'fb) tciit. 1 0%E t 0Ac/v^nn^:5'>r-^^LT. 1- 
V'} fi- )v^8>- 2 - (5- t -yf-JW-:t*-^?-y*-;v- 2-'<;i/) T-fc^^>'<o 

^^^m^^^m^m-o^^ (9. 1 og) o 

[0 0 5 8] 

^tIcTHF (10 0ml) '^(0±Mmc^m<D^^^miQiiXf2-'^-r'^^ 

;v7^y-5-3- Kf-TV~;v (4. 6 5g> 17. 3^U^;v) 
lcT;w=f>Taiat:iT^ h'j;^ (-y^^^V'-:/'; r'VT-lr h >) i^A^i^-^A (0) 
(1. 40 g^ 1. 535 . 7'; ;v*;^7'f :^ (2. o g^ 

8. 65';*;u) RtSm-a-i^^^za-ei 0:9-H«#t. :^v^-C6 5*0 

h^^^7-f- (E t Okc/^^^y=\ : 2-2 : 1) ■ei|fSLT> n- [5 
- (2- (5 - t -■/f-;i'-:i-^-9-^^-;u- 2 ;v) -xf-r.;p) -^rV- 
;v-2 -^;v] -r-trrJ'5 K^§9li-feS#T#& (2 . 6 O g^ 4 6 %) o Ci« 
H1JN3O2 S^ MSm/e 2 9 0 (M + H)*o 

HPLC-HI4. 02^-C100%(YMC S5 0DS*9A4. 6X 
5 0mm> 1 0 - 9 0 %7|C'f4p« y - 4^^ 0. 2%<;>'®'^Jt^ 4ml/ 
53'> 2 2 0 nm-C^tS) 
10 0 5 91 



(60) 



^1^2 0 0 2-5 18 380 



N- [ (E) -5- (2- (5- t -:^f-;w-:t^^j-V-jw-2-^;i/) -t* 

5] 



N- [ (E) -5- (2- {5-t-r^)i'-t^-^V-)V-2-^)V) -If 

2-T5ytrUi^^^ (238mg^ 2. 565 U^^P) /THF (8ml) <D 

mmK7}\^:fyT. Ti^m^iti-hV^J^ (e 0%fStfc^3-ffc#l O Omg> 2. 55 

[ (E) -5- (2- (5- t -■/f^;p-:i-#'9-^/-jv-2--<;i/) -e^ 
;v) -f-TV-;v] (2 0 0mg, 0. 6 4 5 U S— Jtlwtn;^** RiSii 

N4O S^ MSm/e 3 2 7 (M + H)*o 

HPLC-HI4. 2 4^-^l 0 0% (YMC S50DS*9A4. 6X5 
Omm> 1 0-9 0%7lc1^fe^^y-;^^ 4^, 0. 2%Vym^^. 4ml /'^ 
.2 20 nrnX^M) 
[0 0 6 0] 

±m^^^mKm^i>^ tKxy). ^:kTK^-rmmit^^ i^mn 7-139 

) SrHiSLTfeo ^ifc«1l#-§-, -fk-^J^filig. MSCm + H)\ #JKNo. 

(^ifii^^jNo. ) ^mm-Tio 

[0 0 6 U 
['fbS 6] 





[0 0 6 2] 
m5 7] 




[0 0 6 3] 
1^15 81 



(63) 1^2 00 2-5 18 38 0 



24 


O H-M O 


C„H„ClNjOS 


280 


2 


25 




CijHuBrNjOiS 


357 


2 


26 


0 


C,3H,3N,0,S 


276 


5 


27 




C„H„N,OS 


247 


3 


28 




CisH.gN^OS 


287 


2 


29 






289 


3 


30 




CaHnNjOS 


246 


2 


31 




C„H,gNjOS 


295 


3 


32 




C,jH„N20S 


245 


4 


33 


p 


C„H„N,OS 


246 


4 



[0 0 6 4] 

[-fbs 9] 




(64) 1#a2 0 0 2-5 1 8 38 0 



34 




C,8H,«FjN40iS 


391 


4 




X ° 

HjC >^ 


r* u M n c 

^I6*l2, M3U2O 




A 


36 


1 

H3C 




227 


2 


37 




C|9 H22 N4 Oj s 


371 


3 


38 




C^HuNjOS 


246 


2 


39 




CiiIIuNjOS 


246 


2 


40 




CijH.jNjOS 


246 


2 


41 




C„H„NjOS 


246 


2 


42 




C13H33NJO4S 


477 


4 


43 






391 


4 


44 




C„H,4N40,S 


377 


4 



[0 0 6 5] 

[iteo] 




(65) 1*^2002-5 18 38 0 



45 




C,,H,, NjOiS 


308 


3 






/-< U KT /-V O 


304 


5 


47 


HjC-t( 


C„H«FN,0,S 


310 


2 


48 




C„H„N,0,S 


358 


4 


49 




C^HjjNsOjS 


377 


4 


50 




CaHaNjOjS 


443 


4 


51 




C„H„N.O,S 


406 


4 


52 




C^HijN^OS 


285 




53 




C„H„N,0,S 


312 


2 


54 




JI23 INj 0 






55 




C:joH»N,OS 


354 


6 


56 




C„H«N,0,S 


376 


4 


57 




c:«,H„N,o,s 


412 


4 



[0 0 6 6] 

[-(1:6 1] 



• 

(66) 



«F*2 0 0 2-5 18 380 



38 




C24Hj,N,OiS 


453 


4 


59 




CjoHmN^O^S 


413 


4 


60 




C„H^N,0,S 


385 


4 


61 




C«,H»,CI,N40, 
S 


468 


4 


62 




C„H„N,OjS 


370 


4 


63 


MlC-n/ 


C«H„N40,S 


385 


4 


64 


iiO,'. , 


C:oH„N,0,S 


412 


4 


65 


M^C CH, 


C„H3oN4 03S 


385 


4 


66 




CjiHaNjOjS 


427 


4 


67 




C„Hj,N,04S 


485 


4 



[0 0 6 7] 

[-Ike 2] 




(67) 0 0 2-5 18 380 



68 


0 


C:aH2,N,0,S 


441 


4 


69 




C,,Hj,NeO,S 


456 


4 


70 




CaH29N3 0sS 


513 


4 


71 






370 


4 


72 




CjoHjjN^OjS 


390 


4 


73 


o 


C„H,,N,0,S 


377 


4 


74 




CjoH,,N4 03S 


406 


4 


75 




C.jHmN^OjS 


376 


4 


76 




CjoHjjN^OjS 


390 


4 


77 




QoHijNjOjS 


405 


4 



[0 0 6 8] 
[<b6 3] 



(68) 



#^2 002-5 18 380 



78 


0 


CnHaN^OjS 


363 


4 


79 


H,C CH, 


C.gHaNjOaS 


377 


4 


80 




C„HmN4 0,S 


392 


4 


81 


0 


Ca,HaN40,S 


406 


4 


82 


8 


C„H,oN40,S 
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